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(74)f^aA 

#s± #iii s (?n«) 

(32)«5fcB 

1990^11^ 5 B 





(33)ffi$fc«£5gB 

^'Jx (GB) 












(54) igsMvzm &&•>? n x * >; >jg 


(57) [©&$] mmw *v>. x^tz.\±^ xmm&mskwm'. 

Hifi£] '>2ny^ >J >$£■£■'>9 □ * */9u x^tfijv# 


-W-X-R-Y-Z-Q-Ala-(D)Ala-MeLeu-KeLeu-HeVal—- 

1234 5 6 7 8 9 10 11 


I 


[5£4L WliMeBmt, i/tKo-MeBmtSfeli 
8 J -tKo^^-MemBmt ; XliaAb u, Va 
1, Thr, N v a. SfcliMeOTh r ; RttS a r 
Jtlt (D) -MeAla ; YtiMeLeu. Y — t K 
O^ri^ — Me Leu, Me lie, MeVal, MeT 
hr, MeAla, Mealle, ^ fc.l±M e a T h 
r ; ZtiVa 1. Leu, MeVal. ££l±Me L e 5K 


SSculfeiMliMeLeu, Y - t K n *'> - M e L e 
u-SfeliMeAl a ; (ELY A'M e L e ut'feSi: 

ZtiMeVa ltfeliMeLeut^ii'tfeliW 
#8’ -tK □ F'> —M e B m t T?£><5] 

[%}%:) l±^Xgflftffe&(D®BlC*38)-C' 

$> ■£> o 



( 2 ) 


^^§^ 5-2 0 8 9 9 6 


1 

im&m i] ^d7^j > v n 

-S A'* fclrtJHSW £ fc«> CO&U 


2 

* [St^ 2 ] '> ^ n v j 1J O □ 

XrffUV*'. 5*1. 

Mbl] 


-V-X-R-Y-Z-Q-Ala-(D)Ala-MeLeu-MeLeu-MeVal—. 

1234 5 6 7 8 9 10 11 


I 


[5W 1 . WIJMeBmt, i/'th'D-MeBmtifcli 
8’ -kKn^V-MemBmt ; XliaAb u. Va 10 
1. Thr. N v a. tfettMeOTh r ; RliS a r 
ifcli (D) -MeAla ;YliMeLeu. y-kK 
Leu. Melle. 

Me Va 1. 

MeThr. MeAla. Mealle. SfcttMea 
Thr; ZliVa 1, Leu. MeVal. tfcliMe^ 


iStL e u ; i>ckt/QliM eLeu, y — M 

e L e u — e A 1 a ; {§. L Y A'M e L e u "Vib 

-St#. ZliMeValtfeliMeLeuTiSMi: 
(iWA'8’ -kKn^^-MeBmttfel*] -#^£*1 
* i b^T' & -S Bftfrg 1 BEttO^I. 

[»##3] ^d7^j2dx 

Kb 2] 


-V' —X' -Sar—-Y'-Z' -HeLeu-Ala- ( D) Ala-HeLeu-HeLeu-HeVal-, 

1 2 3 4 5 6 7 8 9 10 11 


Kip, W’ liMeBmt £fcl±->'k Kn-Me Bm 
t ; X' lisAb utfctiNv a ; Y’ l±y-k K n dp 
J/-Me L e u. MeVal. MeTh r££:l±Me I 
le; fc'iO'Z' liValttliMeValT^ 

-S. ] 

[If ^4 ] 9 □ V A V i'QX 

tKUVA'. [i/t Kn-MeBmt] x - [y-kKn 
dpS/-Me L e u] 4 - . [M e V 

al] 4 - r>>d7DX/if'J>J . [Melle] 4 - T-> 30 
. [MeTh r] 4 - r»>^7pX/-KU 
>J . [r-tKD^'>-MeLeu] 4 - Tj/^DT. 

. [Nv a] z — [y-th'P#'>-MeLe ★ 


★ u] 4 - ri//7DXdfU>J . [y —k Kn^r'> — Me 
Leu] 4 — [ y — k Kn #'> —M e L e u] e — 

□ J . [MeVal] 6 - r>>i7nx^'J 
Vj _ [MeOTh r] 2 - [ (D) M e A 1 a] 3 - 

[MeVal]. 5 - r->i/nx^ij>j . [8* — tK 

□ 5Sri/ —MeBmt] 1 — rs/^7 n Xztf U VJ . [Me 

Ala] 6 - VJ . [y-kKn 

Jri/-MeLeu] 8 - Ti/^nXTKUVJ 

eiiiR# sit^ i letto^s. 

[IM&R5] 1)*II. 

Mb 3] 


~ U '- X - R - Y - 2 —MeLeu-Ala-(D)Ala-HeLeu-HeLeu-MeVal- 

1 2 3 4 5 fi 7 


8 


10 


11 


II 


W' liM e B m t *feli'>'k Kn - M e B m 
t;XttaAbu, Val, Thr, NvattllMe 40 
OThr; RliS a r£fcl± (D) -Me A 1 a ; Y l± 
MeLeu, y-kKD#^“MeLeu, Me I 1 
e, MeVal, MeThr, MeAla, Meall 
eSfettMeaThr; fe'it/ZltV a 1 , Leu, 
MeVal itl±Me Leu; fiLYA'M e L e u 


AliMeAlat'i^k# ZtfMeVa l^fcliMeL 
euT'feU. 2) W' A'MeBmt. Rtf'S a r. fc'J: 
U'Y A'y-k Ko^r'^-Me Le uT'feit ZliV 
a im^-(Z)tj(7)T'fe^] 

[§*3?*K6] sir 
[{b4] 


V'-ocAbu-Sar-Y'-Z'-HeLeu-Ala-(D)Ala-MeLeu-MeLeu-HeVal—, 

12 34567 8 9 10 11 ! 
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[^4«. W' liMeBmtifcli'>’tKD-Mebm 
t;Y' t± y — t Me Leu, MeVal, 

MeTh r£itt±Me lie; fccfctfZ’ liVa 1 
liMeVa irfei. fiUW’ A'M e B m t -5 £ 

Y* l±y-kKn+'>-MeLeuMfflt)(Z)trS. 

.5] 

[IS^7] ['>'th'D-MeBmt]‘-[r-th' 

□ 4i/-Me L e u] 4 — n X;K'J , [Me 
Va 1] ■*— rj/£7 nXzKU VJ , [Melle] 4 - 
ri/^nxdfuvj . [MeThr] 4 - 
'JVJ , [Nv a] 2 — [r-t Kn^ri/—Me L e 
u] 4 - r£/£ nX/KU VJ . [y-tKn#->-Me 
Leu] 4 — [y-tKn^-MeLe u] 6 — b>£7 
nX:tfij>j , [MeVal] 6 - rj/£rnX/tfiJ 
. fc'«ktf [MeOTh r] 2 - [ (D) Me A 1 
a] 3 - [MeVa 1 ] 6 - nX;tfy >j teSts# 

A/—^fr&att£*ifefb-£4fe. 
im$m 8 ] K&kWg b*§£}S#£fctt#«3Wk t 
fcWBHtflU. 3, 4, 5. 6, *fcl*7®«llOYb^tt 
(<B.Ub£fett [M e A 1 a] s - *is9 nXTtf'J >J 
JSUt4)*><D If**) 

[SWW9J *il^*fcjaS»DSM6 6 2 7 
*U [M 

e I 1 e] 4 - r»>^nxdf;vj 

[tf$«10] JCBt*DSM6 6 2 7©tt»JS*. 
Kftfrg 1 11 SftSM^^WSaSHsD SM6182&* 
I—MeBmt—oAbu-Sar-HeLeu-Val-MeLeu- 


*lg#b, lffltfcliWUiOMe L e uJ|S5:t>0'> 

^□X;tfy>£:iQx. £ 

dtSr-g-tf. IfflSfeliWIhffl y -1 Ka ^ V-M 

e L e V©®jfefr?£. 

[fflfjfcJg 1 2 ] X19D S M 6 1 8 2 

[»h©km«*bm0] 

[0 0 0 1 ] 

za>3smtgm^9 a x# y > 

f& -e©E^o a pk 

10 fiS&. £. 

[0 0 0 2 ] 

[fi£3l5©££(#r] is9u XtKUV® (Cyclosporins) 

tt. «ig_b|S«*S. StK®^'J-N-^^;WbSftfc 

*#£&£#*]. 

WCfb^&fc* 

ti'. nxtfy *Jt 

n X/tf >J >J (Ciclosporin) 
li rj/£; nXstfy J/J (Cyclosporin) tSoT. (# 

BJi*ffl#T?t±. diti=>& r»>^nX7}fUVJ trS*>-T) '> 
20 jDX-fjVA (cyclosporinA) £ bTt^O 6*1, V 
(SfgL SANDIMMUN) £fct±-t>-> 
(jgSL SANDIMMUNE) 
*©fckKiffi*ttfcA#b»*. b?ax-fj >j ti 
T:£ (A) 

Mb 5] 


Ala-(D)Ala-MeLeu—MeLeu-MeVal—, 


8 


10 


11 


(A) 


[S&tb MeBmtliN-^f^- (4R) -4-^3» 
- 2 E-xy- 1 (L) X^i 

JWSUi fWB) 

Mb 6] 

CH S 



(B) 


(S) 


CH, 


(^. —x—yt±—CH = CH— (h7VX) T'ifc 

•5) Sr*fc-r] -eiRStiai/^nxjKU ve*a. 
[0003] r->^ D x^u>j ©®% 3 © 3 &jyei 3 fc. 


*»©^K#^*^nx;i^J >«****£ *u 
sti. ^b<t±(« 

tcio T£«®#^a5 i’nx^'Ji/ 
$ ftfc. b fc A'o B S' 0 a xsK IJ > 

K^£ft*t»©l±gHR#aEb. 

^□X^'J>A^^ZiT' [hU-^-f,. 1, ✓vA/.K 
• =>r 5 fi • 7 S? 3 1 (Helv. Chim. Acta) » 6 0 
«. 1 247-1 2551 (1 977) ; Mv-r<- 
£>, 2, ^ 5* • 6 5^, 165 

40 5-1 6 6 7S (1 9 82^) . 3^, 3-n 

V • is\ —fJL> • #7 • T^x-T K • VurtJXu 
is — (Europ. J. Applied Microbiology and B 
iotechnology) » 1 4 273 — 24 OK (1982 

*£) *is • v— h/<— 9 <=>. ^nifi/x-^y 

• 7x— is — (Progress in Allergy) . 3 8^. 
28-451 (19 8 6^) #M] . *&$. *£ 

IttMis9 n x,-^U yWsM&lS9 
□ x-fjy|. fflz.l£is t Kn is 9 nx^fU [Me 
Bmt3lS (hWHSCB) ffl-x-y-SlSa-Srl&fclb-C- 
#JK50 x — y - = -CHz-CH 2 -tiS] . SI^EflSfbbfc’> 



( 4 ) 


*#^¥ 5-2 0 8 9 9 6 


5 

[#!lxl£ M e B m t *£gC9 3 ’ -0-^ 
^&7i/7Kbb. fe-5l't±3-&CD-9-7LO'>7l7?£a© a 

. MeBmtiSI 

AmteftJ&M-C&tEt z>is2n xtfy >m [#i;U£M e 
Bm t6* 3S&Zf7’ 1iLk<?>iLt&$im.t>' h3 VX 

T'l£4'<S''At?£>£] . Vx.'f-r-iZ 

<fcoTgfS82*t*:i/:7 nxtf y 
i££fflv'£ci i: tc«to-C^^ Kfi50rtO»^ffi*icSE 
M7 5 ^WjfALlt'V? DXtK'J v£S [#Uxtf Sb — 

✓<— 6. 1, M/-^-?,, 2£>'<*;(stf 
S) , *H*S$Fl§4 10 8 9 8 5-§\ |5|£4 2 2 0 6 4 
1#. 11114 2 8 84 3 l-§-. 4554351^. Hfg 
4396542^. |BJ^g4 7 9 8 8 2 3#, 3 — 
*SHF2:g§SI3 4 5 6 7A§. HI56782A#. US? 

3 0 0 7 8 4 A-*|\ Hfg3 0 0 7 8 5Af. Iljg4 1 4 
6 3 2A->§\ HR£81fck§§W0 8 6/0 20 8 0-!§-. 3? 
S*Slfc£g§S?2 2 0 6 1 1 9-§-£>'«tO : ^2 2 0 7 6 7 8 
-§\ . 1, h7>A^5yr-^3 V - Xn 

£/—-rVxXX (Transpl. Proc. ) . 1 5^?, 
l#, 22301 (19 8 3^) . 0 *.#-)-—. 2. 7 
• tii- - -O* —t'>at;i/ • oi-r-T '> 

3> (Angew. Chem. Int. Ed. ) . 2 4#. 7 7M 
(19 8 5^) is&xfV . 3. XnXbx-X 
V’if’-XSXhy — • ' Js—li—vO • tf-i 7 

71/* ~fxi*?9'D (Progress in the Chemistry O 
rganic NaturalProducts) , 5 0#. 1 2 3 JC (1 
9 8 6^) ] e.tt-5. 

[0004] rcDi'Mc^Bs^nx^y v^c-g-£*t 

^Xl£ [Th r] 2 

- [Va 1] 2 - [Nv a] 2 -&&Zf [Nv a ] 2 - 
[Nva] 6 - rj//;nx£iJ>J nx 

/tf'JbC, D, G&itfMi: bTfcUbJvrir'S) . [3 

-0-7t^l/-MeBmt] x - >J 

(^□x^ey >A7iZT— hi: bt^^ixtV'5) . 

[£7b Ko-MeBmt] x - [Va 1] 2 - Ti/^nX 
tfyvj (i^t Kni/i>DX^'J>Di;bT^nf>ttTi' 

■5) . [ (D) Ser] 8 - ri/?DX-f'J>J . [M 

elle] n - rj//7nX/K'JVJ . [(D)MeVa 
l] r^nx£'j>j (is? dxtK'J yHk bt 
*m=>tvCV'&) * [MeAla] 6 - Ti/^nX^'J 
Vj fccktf [ (D) Pro] 3 -i/i»nX/f'J 
176*1-So 

[0 0 0 5] '>d7nxdf'J>©fci*Oil#C0^^Slc<i: 
oT. Ctve,l£^«BS£.'cfcO : lt^fgHlcfc'v>T r->* 
nx#y>j (BP6'>?ax,-tfy>A) ©}gji£5lfl!b 

T7jV3\ ;oi^. r'>/?nxdfyvj (Ciciosp 

orin) 

TH'tr r £/>y n XtKU V (Ciclosporin) j 

bt ri//7nx7if'j vj ic#^£j£Sfca-cojSU<7) 
jm*3kt>-r . [S]B#1C. jgSIffi r->’t Knj ttMeBm 50 


6 

t$fgXvJ<3?f(b£*tTl<'2>. BP^BT’-x - y - *i- 
CH 2 —CH 2 — ~C$>'£> (i/k Kn-MeBrn t) is 2 n 

xtfubfe^t [Thr] 
2 - rj^nxsjfyvj i;l±. 5£AT'^£*t2>@E?U£:#’ 
bTl'-2.*'2fiZC0aAb u tfT h rt't§ftxe.^-CV> 
5'>JDX^J>-Cfcij. [i/'tKn-MeBmt] 1 
- [Va 1] 2 - b>d;nX7tf'J>j £t±. ^AT'5t$ 
ti •& S: ^ b T t'-5 A'1 M e B m t A‘7jc^(b 

£*vr*>'y. 2fiffl a A b u A'V a 1 P>ivT 

10 i>5^i;DX/)f'j>T'S4. 

[00 0 6] j£fc-(?!jxl£A la.MeVal. a A b u 

•ScfcolC. £Uxl£ r (D) Alaj ©it-S-GDck-MciHSlC 
wS*V'®y (L) 

TMeLeuj ©»£■©£ ?IC. mflC TMej & 
ftf ttfeJS»0B&-§-W: a - N - X fM b *:&*> 

-fo '>77 aXTlfy ^^C)(04rO^l±, lfifflMeB 
m t h'DMeBmt SitcXti/k h'DMeBm 

tJtS^e»di%bTB#ft[H]y©^fpHcmS. *%»* 
20 fc'±t/tS#«SHT'l±-r^<ril— 

[0 0 0 7] SI#. r->i/ D X,fiJ>j A'IL-206 

imte ££®f**-2. c k ic J: y T«®Stt(bi§§ £ 

-f & d 2; 1C J: O -5 2: V' p C i: l±5t5i S tiT t' 2. 

*'. r«>i 7 

□ XtKUVJ 1£. 1 7 kDlffl 

-f 2. c: 1 7 i' 0 ^ J&'K $ tvT£? U. MSKSr U 4*-^ ic-g-* 

tl2)^T'fe-2>. t°;i/ ->X-h5> 

X^ft-fb^t^bl'ClfctHSedHC^tlTV'-S. b*' 
30 b^A'io. dtt^7r©i:Cl-5. 

3&«i/ ^ □ x^ y t I8MI bTir'2> 

i)'ko i)\ n 7-r U 

£+#£¥!»t-feSA'i;o A'l± 

[0008] 9E&. '>^n v-c U>i:5®7nci!g-^b-0' 

nxd?U vIA'SS’ 
i:l££>7i'oTi'>-5o bfeA'oT. i/i; n v-r U v k CDS® 
^■li. <h o 

T'(£4't'Ci:lc?5c^>. 

40 [0 0 0 9] dd^liHIV-HtMlC^bTSttT' 

* 5 ^ £ □ XtK y '^m * 2>. 

[0 0 10] t h^,3g^ : ^:'7^7l/X (H I V) l±T-^ 
71//^- (T 4) y V7^1C#/bT'^jSrr-2>tf. 

i7ici>'V'>T ; b^S!'r-£>. -tix 
li. (AIDS) i?>:0T4- 

X (AIDS) A I 

d s©fdL©fta#wiwn±ffl]is«tt/«iiW (t 8) y > 

y^D-X7UiSttlCfc'172 > AP(6T'S^. T4-|fflfla®S 
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© X - X A t± £ t£Wi)'X & i'. J*!&#>'J^$:<Z)T4 -*ffl 
J§fr£tf ^^bT^'-S^O^©-!?. ^dVUXlC^o T£ 
b seg?©*fflfla^^*i±T 4 -*Matnt6©pi—©sea 
T4-IM&8SH4. HIV-MSfc 
i±h i v-se-»aT4-iffl)3a^«kor5i#ec$ti 

*.?£&. zvnmtoKimmMi*, T4sbas©**^ 
*iStt^fcKJBS ! bfc6'r*% £tU±T4$fflfl&cfi©H I v 

tcfc-S. ^bTi'&t'T4*fflflai±#014'7'-<';i/Xg p 
1 20&-ttl£©CD43TP&i|g'£;*ii:-S;:£:K<fc-oT 
£tJSU::£*t. bfctfoTT*ffl&litt^©^imcfcS>o 
[0 0 11] *i^B4 8 14 32 3tlt Ti/^n 
X;tfy>j A'A I DS^UTSttSrfe-^, —“& 
mnvmt.L-ctne>tiZ'>? q^u*>'ci©}§^ 

n xtf y ymt)' d oatt £ %»■ -3 - i: S ti £ t v' -3 

d i: 

[0 0 12] 

iftwvmim x^s ****\ ^ou-u u>»cis-& 

LTl'-CftaEWllftflSrettftV'^^nXaKUva*'. H I 
V - 1 O T # 

fc. 

[0 0 13] S/^DXstfy Vli. £-XX — (Quesniau 
x) lei *J 3 — □ fcfrv • '/-v—Xil/ • X-X • 4 Ay n 
>'- (Eur. J. Immunol. ) 198 7^. 17f. 1 
3 5 9-136 SHlCgSi&^Jvrt'Sl^lftE LISA 
rXMcfitfi r^nxXfy/j ©<fc?let: hlfi*# 
x.'>?n7-f 'J a 7* 

d©i*gfctri±. szmzh 30 
5'>i'nx#'j>£'>i'n7^ y >£$iS£tl£:B S A 
rex^nx^yvj ©/v^ra .^—*/a vpfncinx. 

b®&jgiKj£& 5 o %Hik-r&® tci&x&a&S: 

W#T4& (ICso) „ *S£ttig-£J$s (BR) tlTit) 

U -E-tvtid©t^{b-^i>'<kti : nxx? y vj * 

*ig&©|i5]B3t£S&T-© I C6o©Jt^0jei 0 K2ff £2* 
3Te*&. 1/fc^oT. BR1. 0I±. 

^□7-cyvfc r^srnxxfy >j ©$£-£•© 1 o#©i 
7 v'Sdt&wb. 

I’j-'dnaxXfyvj ©fcO.fcUSit'CliiSrjijtb'O' 40 

■So 

[0 0 14] HI VK2*bTfgte&/^nXXfy >1*. 

0. 7JilT©B RSrt>t> (logio5 =i^j0. 7T'S>S*> 

6) . #iU<t±-tfnfc«Lk'*'*fctt-tfn«fcytet'. 

[0 0 15] i^nxsKy/li, rj/jn^yvj © 

5%JiiT. #i l < «± 2 *jKT©ts-& y <m 

i R) »ct.'W*«gtt*ti-3fcS^ii«EttrtWW*e*Sfc 
**Six-s. ?g-&y wfl&RJSWT. XX-© “>fA7a 
iyf}Jl>‘ 7VX (Immunological Method) ” . L. 

1/7 3-y-fS/jSitJfB. 72j-r 5 y? • Xb 
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X • — i — 3 — ^ (Academic Press, N. Y. ) 2 
27-2391 (1 9 7 9#) KfE^tvO'S. ifi£ 
J&V-7X (XX. 8-1 Oil) ©S#E®4®fla (0. 5x1 
0 6 ) £r. CBA777, (XX. 8-10JM) ©0. 5 
x 1 0 6 ®M (200077 K) hT’-T '> 

vc^a^nfcBfuufflssi: tti:5 BraK a*— s 

-rs. jiw^nfcraa© (**©) aflaiiifi^^v^x 

©fl#i9fflaa«©tiJi^S:^t-^A'. -ttwiDNAfl 

o XM& U#S>. 

10 HSliMI* (Sfcli-7-r h7-(i/vc»l) £*t-S©Tr. 

jfi£&v^x©SfflJ&lcif^^-t±~f. -tii&attJiKttS: 

&-7. MLRfc£l1&5ffi1k£-&rV&£tl& I Csofe. 
¥ff^i'Cffli/i'DX!)fyv (Ciclosporin) -C<fc.£*i 
-Stj©i:J±;®^r-S. 

[0 0 16] H I V- l&ffi©W$!$PJi: DX 

x*y >s©^*Tffi®Ki(t&is6-e5vr. 

1. MT4-jfflflatCi>'^SHI V-l-^*fflflSgS‘l£S& 

*©fp*'J 

;ue,. f 7\—t) I/ - ;*X• 7<>(nD'>'*;i/ • X v 
20 X (J . Virol. Meth. ) 2 0/3 0 9 (1 9 8 8 
i£) fcffittSftrv'STy-fe-r^iSSraW'RSiCtfjEb-C 
fflV'-S. mft-oTH I V®jfetc2* b TiSl&7Sb 
feHTLV-I-®*ls«T4*EiS. MT4fc«ftinfl& 
t l/tffll'5. H I V- l©£tJ®|. MH I V- I I I B 

h i vmma^zfmm (mock) 

&%£<DmW&<D£M^*W£.'ir s d i; ic,fco TSfl^-T 

■S. *b#^&3- (4, 5—i^X^il/^-T'/—7U-2- 
/;L/) -2, 5 —i?7x.—)l> : 7‘ l'7'/y i 7A7’n$ K 
(MTT) ©^•©^Hff7?©5S7t;^<koT^3 l 63 l 6^ft^«): 

ui#ffi-rs. Yb-&ttT?ja®saT.fc?Maft©«Bfla4:. 

^7?50iB $ nr t -> * v' 0 / 7l/X^fc'cfc S: 

LTAtlS. 1ml fefcy 

*^i>ntS4 O^ici# 

*D-r-Si^lcijfflflSjt^$:Jl^S>o 40ra©/>=spi^ 
—>a>©^. ^f6t«BB&©9 0%T'*fflfla5E^^b^J:o 
t:7'f;i'Xfflgi5:®t4. '7d'7PxSr. 1 Ofgtcj® 
<Sbfc«MaJSS»«vc3 7 < c-C'iB$p t gi&3t£-ti£>. rkiz. 
^Lfc»^l : 10»c#!RL. K8Mb-&4&«:A*i.fc 
^*fjS^M^iDxS. 

2. ««tt 

suffliBia. (U 937 ) tc*,n2 

S)®tH I V#g73$:l¥(ffi-rs^:©ic, Ctte>©fflfla^H2J 

r*^<b^©lB]!a3W±S:*lHJtffflirr*. jurkat 
fe'ctt/US 3 7*flfi&JR?Sffi£: 1 x 1 0 s tCl^Mb. 
^^©^(b^©#^ETT"(V^J.'X-S-r-So 4 
8B$ra^, lml*^y©JsfflJ}&aS:MTTt?Sg-feLTJt 
ttti. MT4aaBST'©*fflSSSti&IS]«tcLTS0^-r 
-S. 3. (Jurkat) feiO'U 9 3 7 JfflBSlC 

I V-l]tffi©W*!|T4i!fflBa^Jurkatfc'iU : 
50 3 74, ■5-f;i/X»tt^’ei OiglCjgiSS 



( 6 ) 


ftfflW-b- 2 0 8 9 9 6 


9 

3 7*CT'2B#F^^-tirS„ SSH 

Lx t» i: ©*« 

■dfjRwa. ci o lt. *<n®)$tz:<&Mmu7L2>' m 

SS&2. 5. 8, 12. 15^19 87. 
^©-g|5S:l^*i-S. Ifll&fc&b&JKU ±jg*.£HX#l 
-T-S. 7-Ol/Xp 2 4^028^?:. Hf|g©ELISA 

=g-g|5#©fifefc©&x 4fflJ3S$:S:$:;*-. 
7£<DWu£<Dmkib^z^ts'mtfm&iux .a - ^ n ± 

-3 T 2 x 1 0 1 KPHW*. 

[0 0 17] d®»B®{b£tt. -T4't)t»#^»®Jx 
i/?D7-f U >*§-£. tftH I V- 1 fi&tt (tti±[b^) 
i/^ax^Uvia^x V'<i3 75'{i^flK'C^>SA', (tfe 
te^ecrC'**. LA'L^A'^x gE*Q©?£tt(b-£$!5©$tH 

IVgttttx dtvS-en^gf^tvTi-'^t'Lx £<©« 

Sit ;*&§§ 2 Cl 1 1±* A'o fc. 

[00 18] #<©t£te{b-£W rispnxtfv >J t 

4ts*xf/itt-i*5mcis\>'-ci8g i mcmte2>Mmz : b 

Dlt^iiA'^Tl'S. 


1 0 

* [0019] f£tefb-£&© 1 Sfl±. #!lx-l£r-tKnJf 
■> — MeLeu. Me I 1 e, Me Va 1, MeTh 
r. SfdiMeAlaii't'O, 4fet'MeLeul^ 
&-2>N-*3VL"fbT$ 

D?,tfV >17^5. Me I 1 etfWMeTh r ©fife 
H#IS (alio) ©M e a I 1 e £><fct/M e a T h r 

Urg/n^'-m. ^ 

^U5mtt#©-#§:j&-rcki>ic. n-GL-eo&mtm 

1±^7 5 -'Bfc©EBi:S*J®B2K«:fc-3. 

10 [0 0 2 0] tSH±{b-^©t>o lDfflffili, 5(&Y?©V 

altfN-7lWl/-. L < ItN-^^JUy 5 

T'H^^tifct)©-cfe-5. iftL<i±N-7;i/#Mb^ 

tife7S y^liv a 1 £fcliL e uTrfe-5. L < t£ 

[Va 1] 5 ©-( 5 7Sffl*it±, #&&Ci-e7Jls*JL' 

»x $?£U<l±*?-7U. m^l/Sfclin-^nbVUx «F 

n^^;i/T'a#l$tvTi>-5„ i?H4'fb-a^©St#©!5f £ L 

v'-Pii^r^-efea. 

[ 0021 ] i!^n£fct±M#(i$n. &&«©t§ttfb-£-^ 

ti r^nxtf'y vj t 1. 2. SfeJctf/ife/iliefe 

20 -e**y»a. iStt*b-£«j®#£i/V'«iix 5Si 

Ub7] 


-V- 

1 


-X-R-Y- 

2 3 4 


-Q-Ala-(D)Ala-HeLeu-HeLeu-HeVal—, 

6 7 8 9 10 11 


[^W. WliMeBmt, i/'tKn-Me bmtSfctt 
8’ -tKnJf>-MeBmtT-*5. XlictAbu. 
Val. Thr, Nva^fcliO-^^T.U^-V 

(MeOTh r) T'ifcS. Rl±S a r4fel± (D) -M 
eAlatfeS. YltMeLeu. y-tKa+i'-M 
e L e u . Me I 1 e. MeVa 1, M e T h r . Me 
Ala. Me a I 1 e^fcliMe aTh rt'feS. Zl± 
Val. Leu. MeVal. JfcliMeLeufJi 
a. StQltMeLeu. y-tKn^>-MeLeu 
icfctiMe A 1 aT*S. (IlYtfMe L e WC^Zt 
tZliMeVa 1 ££:l±Me L e uT&5fr£fzl*Wtf 
8' -tKn^f^-MeBmttSS. ] -CjRStl-Mb 

[0 0 2 2] W, X. Y, Z. QfccktfRWSlix (HSU 
1C, Wli, W’ tfMeBm 

tlfcli^tKnMeBmtt'feStf. $?£ b < l± 
W' -e*S»o Xt±. #?$. L < tiX’ tfaAbu^fcttN 
vaffeSt^X’ trfeU. «kl>$?£ U<liX” A' a A 
bu-CfeSt§X’ , T'SS. Rli$?£ L<1*. R’ tfS 
arffcSt^R’ TrifcS. Yli»iU<l±. Y’ A'y 
-kh'n#'>-MeLeu, M Va 1. MeTh rS 
fettMellet'SStSY’ -C&£. Zlt. $?£ L < 
l±. Z* A'VallfetiMeValt'iSttZ’ T'ifc 
a. Qli. $?i£L<«:. Q’ A'MeLeut^St? 

Q’ T'fe- 5 o 


m [0 0 2 3] l-D©i|$H^fi K©^l±x wtf 

W’ x XA'X’ x Y yi'Y' x Z^'Z' x QtfQ’ 

RA'R’ T'Cfe-Sil^W^IW'fb^'Cfea. 

(-■>^1 ©■(b'^'^Jli- 

30 a) [J/tKa-Mebmt] x — [y-tKD4r5/- 
Me L e u) 4 - {'>? DX^'J >J 

b) [MeVal] 4 - b;//7 n^Utf'J VJ 

c) [Me lie] 4 - VJ 

d) [MeTh r] 4 - ri/^DX^UVJ 

e) [y-tKn#’>-MeLeu] 4 - Ti/^DAjK 
'J VJ 

f) [N v a ] 2 — [y — t K □ ’>- MeLeu] 4 — 

(■'>£ nxdf V VJ 

g) [y-tKnJfl'-MeLeu] 4 - [y-th'n 

40 #'> — MeLeu] 6 - r->i7DX/fU>J 

h) [MeVa 1] s - Ti/^nX^UVJ 

i) [MeOThr] 2 - [ (D) MeAla] 3 - [M 
eVa 1] 5 - 

j) [8’ -t Ka *'>-Me Bm t] 1 - r->^nx 
df'J VJ 

[0 0 2 3] flnATx 5£l ©!6Hf*3H^V'fe-2>a©{b-^ 
#|xl£k) [MeAla] 6 - fi/^DXdCjVJ 
feil/l) [y-tb'nJf'7-MeLeu] 8 - ^7 

□ X*U>J t»iSH£<b£«n?*s. 

50 [0 0 2 4] Cl©^li*fc. SII, 



( 7 ) 


^¥ 5-2089 9 6 


1 1 


1 2 


-V'- 

1 


-Y-Z—HeLeu-Ala-(D)Ala-MeLeu-MeLeu-MeVal- 


10 


11 


II- 


7T\~$~ -S. 


Kb 8] 


w* . X. R. Y. 

f-t£S UT?£>-5>= 111) YA'Y*'MeLeuSfeliM 
eAlaffeStl ZliMe Va 1 StttMe L e u 
T'feU. 2) W’ RtfS a r 

*C\ Ytfr-tKnJf>-MeLeut'«i:i. Zt± 

[0 0 2 5] bv'PtiS;I I. 

kS#. Xt±X" . YtiY’ . Zl±Z’ T'ibZ. fiL 
W* tfMeBmt. Y' tfr-th'a^-MeLeu 

[ 0026 ] mz&zL^musmb^unt. ±tscMt 

£4fea) . b) . c) . d) . f) . fccfctfh) T?* 

s. znzMt&ts<D&&¥t. mtf-fb^b) fe«kt; 

c) ti. */9uV4 V>k<Dt§&G:&8ft-&z.k.lz&-3 

r rj/^nxtfuvj rs/* 

PX^UVJ 
■5. 

[0 0 2 7] f£tt(b£^t±. Tt2©±otc#II2*t&*K 
* - £: tf'T' £ «. 

1) §SS£ 

2 ) 

3) isfigfc 

4) 

5) 

[0 0 2 8] 1) fti±<b-&V!>(D$>Zt><Dlt. T*3©3SiS 
mic&ttSJvct'Sfc'&ttc) ©^jftKttjft £*.*«* 

31C* h'J^D^A--fV777A'*'AX (Tol 
ypocladium inf latum Gams) tiKO) I"is 9 notify 
>J t> £: © £t 

UT^fig$4x-5o 

[0 0 2 9] 2) gE^UO-fb^ j ) feit/l) £:•£■&{& 

cDlsHt^b-&tt»±. rt/^nxtfuvj of«W«n?*u. 

rj/^oXstfU >J £&-$- 
Stvfcfc S£fellHltt©£;fr&#lKM9&. £&IC. ft 40 
7H£$mm 2 tiT v' -5 > 4» n XzK U > A 

rtggjfticJ:*Yb^tte) fccfctfg) ©£j&. '>?n^ 

'J>G©£flertaafcfcJ:*<b'&ttf) ©£fig (fSJSfcJ 

4) ©ioic, 

mozttfuimr'&z. cnx&omsfljii. latfett 

-ttUiLbCOMe Le u &*>-?£/d? a X;tf'J X £)JDX 
"C. (Sebekia benihana) 

&gwi*aB7a x*6Jii«t4* 

lS^fcli-tttJiUiOy —fc Kn =*'> —Me 
L e u^&%.^*nXd^JJ/fH©*r^jtofr8sS:ffi 50 


[0 0 3 0] Katlbii'-SStt. 5^.£;tt±-£fig'>^ a 
XTjf IJ Vi &. *<-?* K«£- £BBS L fc u L fc U -T 

S¥*< l«*fc»±-l-#WJLhor5XMS:tf4t-rs. 1 
10 asfcl±-bttUUi©fb^Sl&iCck^T, iSHtYb-S-tticK 
«|-r*Ci:S:3gP*UTV'4. «*.«, gSJS«5 tfi©<b-& 
$|h) 6 P}3<ZHb-«-^ i ) Kfctet^tVCl'-S 

cfc-plC. 5fi0Va 1 tfN-71U*Mb£*vrv'-5fiH4 
{b^fflfS:, 5fifflVa 1 £&otfj£-r-5'>2 nXzK U 
VSr^lI/U^-JAtacSS-tt. t©ft7^#;Wb*li 
SJ&S-tt-S z.b ic «k O xm &d b tfTr# S. 

[003 1] ffijffl0J-CW:, -fb-^^J a ) ft jfr&tt e ) (H 
$S#!l7) fflTk^bic <k -o TKitf-5 r t *'T' £, rs/d7 
nx^ijvj ©£4«Mitrefcafb^4&j) &ss»0!8 
20 •trfEig£*iTi'>£«fc-3&J^©4b-£ ! &. #®h>d?nX5K 
U V A' &3gj|rt -5 £ i: tfT'£ -5. 

[0 0 3 2] 4) *3&*S9 nxtf 

UvfflSSiH*. ia£;fel±*;h4*Ut©75 yHtfcBtes 
b. JMjSTSy'ttSrill*.. aSrSt/^bS—*0<b^ 
S: S © 1C ^ ti S. 

[0 0 3 3] 5) 'X^nXTjf'jV'W^-g-figS:. 

- (Slffiit'f) lC«k^Se«. 3RS*S!¥Sil4 3 9 6 5 4 2 
&&Z/m4: 7 9 8 8 2 31C^e»tb-5«fcolC, 
a^^K&flsy. »Yb-rscibic«feoTiiJS-rswt 
30 *'*3154. IsaflfcL/r. if0->^nX7lf';vfe. ^fig 

[tfe®^is©i^*7pjtg-efetuf 
-b«k U 2. £&mnt&b d ) 

(H«SW9) fe'<ttfSEW©«»{b-&4SH) 

[0 0 34] •fb'a^jk.) ii>b-xy-e. • 

¥Ayn->'— (Mol. I mmuunol.) . 2 4^, 115 
9. 1 987¥) ic t kn>-r-?-©®'f4A'IS«^ttTi.'>SgE 
^n®^lfTfeitfl. d^fe^r-^BglCct yggjgcEtbtiS. 
WiL«. c:©fb-&tt©±^J5gii*H«nfi : JB4 9 l 4 l 8 
8-§-lcietSi£*VCi>£. 

[0 0 3 5] HSSM1 [Me I 1 e] 4 - r->? nX/Jf 
u >j ((b-^-l^c) 

mw£.n. g 

(b^-^Jc) &. 199l¥7^240fflXX^Xh^ 
©^$©T1C. S:lt#-#DSM6 6 2 7-e. Kd'^o: • 
i^AlUXd? • 5 DTj-lUXf—XXV (Deutsch 

e Sammlung fur Mikroorganismen) 
t'-5. ISO®ffil' , J^7'>'7A- -(>77^4 (T 
olypocladium inflatum) Cy E 4 5 5 6 
ckoT*#-2>o ZCDffimth’JtfP^'^VA ■ '<>7^'y 



(8) 


W5-2 0 8 9 9 6 


1 3 

A (Tolypocladium inf la turn Gams) 3©illfttNR 

RL8044CD?5MM^y. 

—X■•&&*>'. d*UC-OV'Tl*3iS*$itill 4 9 1 5 0 9 

getter 

[0036] tgm 1.3lKa«6#ai: M*fcDSM6 

6 2 7 t&. 2 7 re 1 

4 erafiSft^-tirs. 

•Y -X ('>'Xr y £ A) 4 g 

^IbhaSb^j ) 20 g 

20 g 

Sfoi&kZtuZ-x 1 0 0 0 m 1 nts. igifiii p h 5 . 4 
-5. 6-e^'J. 1 2 0°C-C2 0#$C®f-5. 

[0037] 2. MigH: 4oO{fi^il©SS**'6 
0^5:0. 9%©J£*4 0mli*nc«r£o 
1 0 0ml wY J P— 7 y X 

ZJ©#4r^cr©{®fi?S§:2 0ml^at--2). mfigiftCDiifl 


fiSttTfB©aUt?feSo 

(7^-EHC) 25 g 

V7W—X 75 g 

KH 2 P 04 1 g 

KC 1 2. 5 g 


MMfc&Mz-Xl OOOmllctS. igifi&HC lT'p 
H5. 2-5. 5ic3i&b. 1 2 0°CX2 0-ftT&WMt 
•5. BU^St®*. 5 OmmOSS/C,^. 200 rpm®@ 

2 7X:T'2 4B$F^^$-ti:^ <1 
[0038] [pligjgft : 2 0 y y hJVOii & 

XHt=. 2 5 <J y N7b©X^—7b3§®3§lc 2 0 0ml COtu 
fR^StlS*. ffi^l 5 0 r p 
m. 1 U y MbCDlgifefefc »J 0 . 5;-<—7bCD£EXJT' 0 . 

5'Jy Hlb/#©^#. 2 7‘CTf 5 BR33g^2-ti:£. 30 

[0 0 3 9] 3. 1 0 0 U y bJWmlgm 

ic. 10 y y MucD^F^siiiSr^ab. 12 o u ^ h 

;i/0Xf-CTCDJ^ii&tC4 g CD D 

asfiKJ: ysSH-rs. %&&-* * 
a®5Brit±a#$7 0rpm. 1 U 5 / h;i/©Jg±fife3t 
y 0. S^-lbfAffitfT'O . 4 y y h7b/#©^,i®T'. 
ay©«BWfflian*iwwioorpm.sso. 51 / 

#Kif^LT 1 4 -5. 

[0 0 4 0] i£gft: e>#i§tb. 2-y 

y£Xg|'4 r e. 1 0 y y MbCDX t> Y—lU/7jc (9:1 40 

©ftC®-?) t'3|s]«». 

b. j^&£-£*3-t±T4 OCCDK^T'^X'ib'^lCTk 

t£vx-mmz-ttzzLtiz&ixmm-tz . m 

2 y y K7bCD 1, 2 - *J 9 D * 
Xlbn — X 

(Hjmtt) 

■Y — (^fy^x) 

^h> (N-Z-7iYAi. 


1 4 

* □:£;?> £{£-oT 4 Hfcfiiiib. 1, 2-t/? □ □ ji* > 
?§^Sr^-tir4 0°CCDK^TT'^lC<toTjg^ 
•5. 

[0 04 1] (2. 

5yyh;i/of^) tbtftot. '>y*y;u*^A^ 
□ V h Xy 7 Y — left"#". (1 0 k. gffl'>y XjXlb. %L 
m-y-'TXO. 0 2-0. 04 5mm. "Xb-X (G 
race) " ) [Melle] 4 -£/£ U X/tf 0 V 
#2 0-2 3 &X—7bb. £&!::. X o tUftlbA/X £ 
10 Y-7b (9 8 : 2<D&mx) &&%&}£ LX (S^XX 
X3 0 0 m1) fct'>yiim7A?07h^7 7 
y- (eoogo^y^M ^fcib-y-Y'Xo. 04 - 

0. 0 6 3mm, “X7b:7 (Merck) ”) KioTjDlI 
T-i>o ig-fbX^bX/X:? Y-7b (9 8 : 20D#ire) 
fcittMkbrffiot (s^X2oomi) > y* 
>f)\/-h=>UO nv hXy xy — (400g®'>y*y 
7b. JK^-tJ-'YXO. 04-0. 0 6 3mm, “X7b 
X" ) iCcky^ftlCHflgb. «»* [Melle] 4 - 
xXnxtfy>£*s)£3y©a&:ftl:bT*#£o ®b* 1 

20 5 5-1 5 81C; [a] 20/D = -235 (CHC 1 

3 c£. c = 0 . 6 8) ijckt^-lOS (C H 3 O Hcj 3 . c 
= 0.74) 

[0 0 4 2] CHzC 1 zlCfctt-S I R^i’ h7bl£. ® 

1 icjL&ti-sisy-e&y. cDci3 i:fc , y5 7 p D nv 

NMRX^5 K;H±0 2CDjSyT'fe-2>. 

[0043] i!M2 [y-t Kn4f'>-Me L e 
u] 4 - r>>x nxdfy xj ((b-^e) 

-fb-al&e) £:. • ^<—'■'X (Sebekia 

benihana) lCck-2> r^n^'JVJ llC<k 

-oTW-5. ^ffl$tl-57t;©ll^tiNRLLl llllt 
£>tl* ir^<4fT • ^<—(Sebekia benihan 
a) aicH-TS. y : (Sebeki 

a) . T^^YXy^'>T#©«fS. B8 2 [hITxizlT 

5 —t-y• ^x* r>y#v • y^xfY • 

~f • v-Y ^2 □>' , <Y^‘ClX— (Ann. Meet. Auer. So 
c. Microbiol. ) 198 2^. He. 1 

6 31) - J t: 7t -> v SrTKStfb-r Sdi: A'tr 

^-2>. Yb'&44»efc',kO'-t©Baii®fb^O«iS©fe©u: 

XY'—W 

X*^7-Y-C7Dt 1 — A'xXAX (German Collection 
ofMicrorganisms) (D—3 300 Xy'^VA'ctXT 
-YC?) 1CD SM6 1 8 2©#-f-'C^lt$tt'0-'''2>. 

[0044] 1. m3 cttilUgjl: SSttD S M 6 1 8 2 
©*5^#4ffilSS$: 2 7tfl0 BHTffi03|E^WC^ 

1 0 g 

2 0 g 

5 g 

i^x7Y —7b K) 5 g 



(9) 


W5-2 0 8 9 9 6 


1 5 

mu w h) 

y hju 

pH: N a 0H/H2S04tr7tc4>=fn^t'<2>. 

mm: 120r/20^ 

2. tuig#: 


1 6 

1 8 g 

©;&^ lee 

©,®§&Sr 5 m 1 Huig®lgi£<Z)fflj&t±T 

I2(DiiUT'fe-5o 


lOralfflO. 9%^*-e®®-f2>„ ^->er5 Om 1 ©mi* 


iOm—x 

7 g 

(«rmf±) 

1 0 g 

(^X-r-y r?X) 

4 . 5 g 

(«. ?>?-) 

1 0 g 

(N-Z7SVAI, i/x7^-^l/K) 

2. 5 g 

C a COa 

1 g 

$8«J&9-?g&2 3 5# 

lml 

IftifckinxT i y -v s;u 



pHSrNa OH/HzS OvC'7 tCfffclf -5. SK 3«MSg : 120t:/20^ 

$fcfc&9-j§?£2 3 5# 


HaBOa 

F e S04 . HzO 
K I 

CoCh - 6 HzO 
Cu SO 4 • 5 HzO 
MnC lz • 4HzO 
Z n SO4 • 7 HzO 
W&fo’kliU^rCQ 99mli:t4 
HzSO* (9 7%) 

Mig«#)S:2 7*C-e4 B&8, 200 r pm. 5 0mm© 

H o 8gT'?g^£it* o 

[0 04 5] 3. (frazil: 3-'ir5 0ml©iitrJgSHg 
H02 0 0mlffli;H/>7-<-\’-7 7X 

3 H R3 2 7 < C7? 2 0 0 rpmT'l-C^SOmmOlsiei 


0 . 1 g 

5 g 

0. 0 5 g 

2 g 

0 . 2 g 

2 g 

4 g 
lml 

★US&-ati'S£!l© 5 0 0 m 1 ailUl/>v-Y 7 =b Xd © 
#^tC5ml©fpr^il^&^«rS. C*l»b©i£#^ 
Sr 3 HfaJ. 27t:T'200rpm. 5 O m m © [si 

i±-£. 2 4Bfr^. *9J—)V\zp§ 
m-isf DXsifyvA (7. 5 mg) Sr^-ife^S^ ( = 
15 0m g/L) lc;!mx.&. ±^«^«S©ifflfiei±Tf2© 


lUT'fe^o 


[0046] 4. 3-*tf5 0ml©±ig*lg^ 


-feit/n—x 

1 

0 

g 




1 

0 

g 



OJJfgtt) 

1 

0 

g 



-Y — XFJftai^ (^X-r v r?X) 

2 

• 

5 

g 


(xii/Av. jc— rll/V^) 

1 

2 

. 

5 

g 

KaHPO^ 

0 

• 

2 

5 

g 

KH2PO4 

0 

• 

1 

2 

g 

M g S O4, 7 HzO 

0 

. 

1 

0 

g 

CaC lz. 6H2O 

0 

• 

0 

5 

g 

®3tgSs A C — 1 

1 

m 

1 



flfceTk&Anx-ci y -y Mi/ic-r-g). 







7. 2-7. 5tC 


£?&. (KOH/HzS 


pH 

o 4 ) 

j#®: 12 0t:/2 0^ 

38fl5tJt®fi£AC-1 : c©?§i$t±. (NH-OeMo 

7 Oz^ 0. 2gSiP^.fc235Is]CMS:t 

*3. 


☆50 


☆ [0 0 4 7] 5. #£t: U r£ 

(1 3 L) Sri, 2na:^ > 
fe#«diKl. 5L^fflU-C3[H»ai-rS„ l, 2-'>* 
r?nn:n£V$$Sr-£;b-t±T4 0°C©K£TTr^g£ii: 
3, ^r?y-lUSrf§gl^JhbT^fflUT-fe 

7 7x-yr7X (Sephadex) L H - 2 0 >f !U?®iS 1C & 



(10) 


1§lf¥5-2 0 8 9 9 6 


1 7 

•r. ( 5 2 5 m g) Sr-a-ti'-etie 

©@#£X—7UL. '7un*;uA/x? s—Jls£m%ift] 
tL (50g, 

04-0. 063mm. ) J;t'?DVh^7 

«Siy3gbT. M^©a&:ft£LT$fi&& [r-tKn 
Sfi/-MeLeu] 4 - r^nxOTVJ £t#a. S 
.6. 15 0—153 1C. [a] d“-225 (CHCls 

#. c = 0. 53) . -171 (CHsOH^. c = 
0.44) 

[0048] [r-tKa+V-MeLeu] 

4 - [r-tKD4'>-Me Leu] 6 - r>>^7 DX^U 
>J ((b-^Jg) 

[r-th'n^'/’-MeLeu] 4 — r»>^7nAjK'J 
>J 2 : 1 ©T-fe 

h &mwp]t bt«f Lt'> y * y/ux ? 

Ai/D7|«^7-f- (^<b-9->rX0. 04-0. 0 
6 3mm) &*$U3gL9 0 : 9 : ltoX^JUt -zT^jl/ 

^}¥)1>±<D2 D7 — iCioT-J-O^^I-r 

■5. [r-tKn^-Leu] 4 - b> 

^DXzKyvj fe-a-ti'*'. -5-*i£jK"C]I}i&£i£T£ i?lz 

mm L. St 

,616 2-16410. [a] o 2 °— 2 11 (CHC1 

3 tf. c = 0. 50) . -157 (CHaOHfp. c = 

0. 52) 

[0 04 9] 

—A'Id©^©©#!±. [r-tKnJr'7-MeLe 
u] 4 - [r-th'n#'>-MeLeu] 6 - rj/^ax 
*'J>J j^-ei}i^LT$e»ic«ML. 

S©4bi^£M^©LT$#a. Si-615 7- 
1601C. [ a ] d zo — 2 17 (CHC 1 3t|J. c = 0. 

54) . -1 76 (CHsOHffi, c = 0. 42) 
[0050]^ISfe^4 [Nva] 2 - [r-tKnJf 
'> —MeLe u] 4 - 0? n XtK'J >J «b^«S> f ) 
e ( [ r — t K □ 3r'>-M e L e 
u] 4 - rs/i/nxtfUVj ) ©Miti:IS]^©^T'® 
itStiatf. LT'>?nX;tfy >G ( [Nv 

a] 2 - L 

T7Kt&^nS^^i/i>'«to ! 2 : i©r-fe hv/^^f-y-v 40 
bT'> U *^ A? n v h if V 7 -c - y 
igb-ClMlLfca* ^@©(b^$:M^©a6*&i: L 
Tti-5. S-6.1 3 8-1 4 11C. [a] d zo — 2 13 

(CHC 1 3tf>, c = 0 . 69) . -168 (CHsOH 
«£. o = 0. 70) 

[0 0 5 1] [Me V a 1] s- ri//7nX/tf 

'J> J ((b-^h) 

f h7t Knx ; 5>4 | lcj§S?Ufc'>^nx^'J vA 
(0. 6 0 g = 0. 5 m m o 1 ) ?r. V4 1 © 1 • 

6MX^;i/tj^-6Afg?S (1 . Omm ol) 0. 6 3m 50 


1 8 

£f&?g?££-7 8X.Xis *?- 
)l> (0. lml I 1. 5mmol) t 
S-fra. < tltSiaicStria©. 1% 

«#*a. 

[00 5 2] 77r>a?Q7l'^7^ (Si 
O 2 . 5% 2 2 J — )\*/*-2 y — 71/) lc<k5#H©^. 
HPLC (ififfl) K<fcoT^gI©£fig&&*#a<. -fb^ 
£. ISbfl^tiTv^CDCls^oaOOMHzffl 1 
HNMRX^^ l'7L/T'5tlS^'-5 = 

10 [0 0 5 3] HS£^!I6 [MeOThr] 2 - [ (D) M 

e A 1 a ] 3 — [M e V a 1 ] s — b>77 n XtK'J >J 
i ) 

480ml©THF (#e?Jc) *>'iO=6. 96 g (4 9. 
2mMol) ©^ VXntVl/7 5 >©jg-£-#j£-8 0 
ic^-e^Jpu. ^Jr-y-v4i©i. 3 3M©x-^./i/y■3 i 6 
AS§i&3 3. 5m 1 £*$>-o < U t'> UUTMX 
■5. ®^&-8 0lCr'3 0^ra^#b. 120ml© 
«7j<THF^©8 g©'>2DX;tfy VC ([Thr] 2 

- ri/^nx^U >j ) ^?gSr'>y>^S:3lbT2-3 

20 ^wucipiba. ^5i?§?®$:-8 oict^&i;: liras 

#b. 2. 0 6m 1 ©3—K^^l/Sr^o < y i:*DX 

5. 

[ 0054 ] 

#. 4 0m 1 ©Tk&Anx. J§^&[Hlfe^«ST?3 OICX 
15mmHgt'If^. ?l*S:7ki:^—r A4C:9-®I 
b. i-x7U®$:^fn^-C'4[51^L. MgS04 
T?«©KL. s£fg£-fr. 8. 1 gfflSS^StiS. 

[0 0 5 5] 12 0 0 

gffli^'f7±±T^a7h^7-f-i:#btiM 
30 $»ilc-etv$:5%©MeOH/CH2C 1 2&-g- 

ti'2 0 0 s(Dlii'>io±±X2 Q7 hi'’77-f — ICttL 
[a] d 2 °=-1 9 5 (CHC 
134 1 . c = l. 0) 5:j|5. 

[0056]H^J7 ['7'tKa-MeBmt] '- 
[r — t h'n^-Me Leu] 4 - b>£7nX;tf y 
>J ({t'affl a ) 

4 m 1 ©m* y—7I/4>©2 0 0 m g ©HUTK^-fb^E 1 
0%©7N°7i7 , 7A/j^^©!S?S?SlC. 10ml©x^y 
—7U4 1 © 1. 2 g© [ y — t KD i7 — Me Leu] 4 

- r->77 nx/^'j vj ((b-^-#je) Srjfjpx. Siatr. tK 
^ u n* < * a * T'TK^fb *mMt a. iS® ic 
<tas^©l^*©^. »«4jS58S*. SttSfflYb-6-ttS: 

bT^#a. S,6. 1 54-15 61C. [b]d 
zo — 2 2 5 (CHClsif. c = 0 . 87) . -169 
(CHaOH^. c = 0 . 70) 

[0057] 8 [8' -tKD^-MeBm 

t] x - r’>/7ax^fyvj ((b-o-l^j) 

1. [0-7tfll/-(0-/Dt-MeBmt] '- 

r’>ynXdfy>j : 25. Og (20mmol) © 

[0-7tfll/-MeBmt] x - ri/^nX^'JVJ 



(11) 


5-208996 


19 2 0 

(hi/- io, • *5* • 7^2. 6 5 *JUJL— T-Vl/ctHCigfl?U ®fJtbT7.k. Mi feM-t 

1982^, 1 653H) . 4. 4g (25mmo h') V Aj^T'gfe^U, MgSO^T'^iU liSTT 

1) ©N-7’n"ex'7'>W $ K *>'<£# 2 5 0ml ©E -5. (1. 6 g) £RP-18*5A (240 

0 0mgO7'S\£*-<'J7?-U-b'))\s g) ;$'£ 7 5 : 1 5©** y-;i//*-T?m§tU 1.5 

U x-rlht-lilL. Sft&ifefeU 7kT'jft?#U «K 2/*'&<SfiMbLTHu&l 8 1-18 31C©*S£dfefia&& 

i^&Ji^I/xi—rll//^x:—rlU (4:1) -et/ij* [0 0 6 0] m£#!l9 [MeThr] 4 - b>7/nx 

’ KttLT. 10. 7g (4 0 tf'JVJ (-fb-S-^jd) 

V %) ©M5£® ©£*&&£*§> -tix&ai—5r;t///vdf-y-> 10 ^H4$I^4 3 9 6 54 2fe±tf4 7 9 8 8 2 3 lCfg$£ 

rt'&*all'fbLT8. 4 g©$6??:&#jR5:$§-2>. Bt£. 2 ^^tl'2i/^D^iJ>ffl^fi!cS:4&0Me L e u 

0 7 — 209 “C. i»DTh^77^-0ffl0f^ttt OftfciJCMeThr^T^itS. £e£$JI± 
-fAHC^CD^o £: 1 1 • 2 g©£jjS#5 £#£,’. [ a ] d 2 °= - 2 4 9 . 6 (CHClscfb c = l. 0) 

[0058] 2. t0-7iz?-Jls-<o-7-k h*'>-M £t>o,, 

eBmt] '- ri/i7DX/fiJ>j JH'Jftth'JOA [ 0 0 6 1 ] H££#| 1 0 [M e V a 1 ] 4 - *i/t> □ 

1 ©£^ («* 15 - 20 %© ** u >j «b&*» b) 

§§#?#J!R£igAb;k) 4. 3 1 g (3. 3 1 mm o 1 ) )KiM^4 3 9 6 5 4 2i>'J:a ! 4 7 9 8 8 2 3 CIEi 

h>30ral ^©g^^X h?xf n Xztf'J >©£•£•£££: 4 (£©M e Leu 

;1/7> ; EX'5A2. lg (8mm o 1) ©ig-^fcyf&rS ©-ft*5 V 1CM e V a 1 £ffi-oTH$fr-2>„ 

7?1 0 5X:-C3^P4inl^^'-5. t20 [a]c. 2 °=-2 2 6 (CHClatjL c = 0. 3 5 8) 

•3C—5r;i/tr#f?b. Tkfc -5 . WtStS 

SMgSO.t'KiU IfbT4. OgfflfflM^J [0062] SHM11 r->/;nx^'J>j lcii»f 

JIU mRP-18©iSffl*7A (24 0g) -CS 2>fei±%)X<D&&m'l&£zfss';a7j >;>*§-£• 
^b-C3. 0 7 g©g^©MiS:#5. 1*1 9 1 - & I fcfc (1) E L I S AT s/ 

19 2^0 0i/?n77'J^$ (BR) Jb'cktf (2) MLR7 

[0059] 3. [u-th'nJfi/-MeBmt] *- y-fe>TeiB!B££*U r j/;? aXstfU >J W]gt£'f±©7''°— 

r>>i7nxrffU>j : 7 5m 1 ©** J — ;i/Ffj©;£i£ tVr-i/ (&s@:#tiM^. I R) Ta/ 77 n 

2©£i&4fcl. 72 g (1. 3mmol)MfeJ:t/5 X^'J>j 88Si^(b^0^»M?^©igMM&jR 

0m i©>^y— 7i/ft>©i. 2g®th')7AMI & btt'2. cirie)©®©^*;,):!/::^^©^®^ 

ig-£L. ^®1C2. 5B#rafc'<. 30 **6©g¥bn|fiqH±_h«ElCn«$#VTl'*. 

(b-rs. 

• 311 



4t&#S 

B R (logio) 

I R (%) 

a ) 

[-7‘th'D-MeBmt] x — [y-tKn#‘> 




— Me Leu] 4 — b>7; n Xt# M >J 

0 . 1 

<1 

b) 

[MeVa 1] 4 - b>77 nXTtfUVj 

0 . 1 

<1 

c ) 

[M e I 1 e ] 4 — ri7d;DX^'J>J 

1 

O 

to 

<1 

e ) 

[r-th'P^-MeLeu] 4 - 




T'>i7 nX/J^U >j 

-0. 3 

<1 

f ) 

[Nva] 2 — [y-th'D^riz-MeLeu] 4 




— Ti/^ nxdx'J VJ 

0. 4 

<1 

h) 

[MeVa 1] s - Ti/T; nX/df'J VJ 

0. 4 

5. 3 

j ) 

[8’ -t Kn^^-MeBrat] 1 — 




I is 9 DXztf'J >J 

0.35 

1 . 8 

k) 

[Me A 1 a] 6 - r ->77 nX^U VJ 

O 

1 

3. 2 

1 ) 

[y-th'D^'7-MeLeu] B — 




ri//7DX^U >J 

0.15 

2. 9 


[0063] ifS«12 «H£fb-&tt©«t—H I VS14 JKttfc'J:!/ r*> * n Xrf U Vj ©«ttfc',ktfMT4-*mS 

ffroig^b^fe'ctbh rs^axstfu vj ©*fflj&#t£© 
MT4-*fflB&i*i©H I Vt«K©flJ*!BWtb-C©tSfttYb-g-3K50 I I IC^f. 



(12) 


5 — 208996 


2 1 2 2 

* * [0 0 6 4] 

mi I 

itg-%) MB&mft in HIV 

( M g/m1) (I Cso) 

a) [i/'tKn-MeBmt] * — [r-tH'D#^ 



-MeLeu] 4 - r£//7 nx;tf ij >j 

16.3 

0 . 

1 2 

b) 

[MeVa 1] 4 - ri/i7DX7KUVj 

5. 4 

0 . 

0 6 4 

c) 

[Me I 1 e] 4 - b>£7 pxzK'7 >J 

4 . 5 

0 . 

0 5 6 

e ) 

[y- k KP4ri/-Me L e u] 4 - 

r'>i’DX^u>j 

15.5 

0 . 

3 4 

f) 

[Nva] 2 — [r-kKti^'7-Me 1 e u] 4 
— r->^7 nX/ft'J>J 

14.0 

0 . 

8 5 

h) 

[MeVa 1] 6 - r«>/7 nXdf'J >J 

4. 4 

0 . 

4 5 

i) 

[MeOThr] 2 - [ (D) MeAla] 3 
- [MeVa 1] 5 - Tt/^DXdfUVJ 

>10 

0 . 

4 5 

j ) 

[8’ -k KaJf->-Me Bm t] l - 
r>>i7nx^'j>J 

10.6 

0 . 

5 6 

k) 

[Me A 1 a] 6 - rt/^nx^U>J 

5. 2 

1 . 

3 4 

1 ) 

[ y - k K P *'>-M e L e u ] e - 
rs^pxjtfijvj 

>10 

0 . 

3 1 

lisp PX/KU >j 

8.45 

0 . 

5 3 


[0065] SH±(b^l±^<2)*V'H I V—K4$ftdilB2 2 09 6 7 1 AlZtSf&Z S ^ V <J 

IC&tt-S A IDS 0^R&£ J: t/A IDS icfib& bt l' 3 >^-9- U ^ xlxx 7b 

.&#©&B©i2a;frK^R;**i-Cv''£. AIDSAlfib &-g-ti'@fg^A'iD^#e>ttfcMnfc'±U : aSja!S:'^t 1 '. g 

-0'-5j&#lCfcv>T, Stt(b-^J©^liA I DSICM gift 

mt ■5T4-*M»€£:»7t;U *tf'>’fi3ffi0<fc-pfcA fcfcU2 5a'k2 0 0mg©^t£{b^j£-g-tf. 

iDSM3ii^s : ©)g^£$t2gu mmMA 

5 0. Omg 

[0066] t£oT. c:©3gHBl±. ^'Ja7D-;i/75 1 80. Omg 

30 $:7U*-7L/8 12 9 0. Omg 

A<tf. ^tt^^^(i^&«ktfc:©^7i/xicjS RH40 1 80. Omg 

jfebfcj&^0HI V-l 1 }-rA'XlC<fcoTi§^£ft£ 7;i/7 7l'3 7xa-;i/ 0. 5mg 

mnmn 

tema (®®pj) mm<1 1 ©s/&& 100 . om g 

[006 7] J£te(b£4&K±»#©gS&. ^gP^i;© xb^U=i-7U 20. Omg 

Mgs. £:©©?§?£. t^J. A^±/UOmr\ ifc ^^72X800 20. Omg 

liM^.lfai^iit[±^^<<b^i:'©^*i:'T'©^ -ya-;i/HCO-4 0 8 6 0. Omg 

gPT'&-§--r5dfctfffi3!5-5. MSgST'0*i)K£ft-5 T'f/I/tKn+i/Ml/xv 1. Omg 

lB0fflililK2Omg/kg, ^f^b<t±3A'^, (BHT) 

lOmg/kg^Uil. gPT'lM50mg/k 40 ig#J#!lC 

g. $?£0<l*7A'e>20mg/kgT'feU?§'2>. H££#!l 1 ©£*&#> 25. Omg 

[0 0 6 8] ?3H±{b-n$7®#-f±l± ("'>£□ X5tfU>J © dfiJxiVP—7b 10 0. Omg 

HfUrt-J b 812 35. Omg 

•tr4'V'0T% © 7l/ ; E*-;i/RH4 0 9 0. Omg 

bA'b&;0'£. r.>/7 D X^Vbk K n * 7b 0. 2mg 

AtfUi/j lcH®-rS[i{[0lWffll±. *SlcilS]©[£ffllC (BHA) 

ft&it'&’&tMmL'&Z', mmmD -. 

[0 0 6 9] «te(b^©#£bv>sgM±. nmnw£.f$.® 

K22227 7 0 Alcfeig^ti/ri'SidfcS >J ax? 5^ p— 7b 

7U'>3>lcS-5<t)©£-§•©•. ^mfc'ctT/gP^. 3SS*50 i 'J h-;i/ 


10. Omg 
10. Omg 
5. Omg 



(13) 


^¥5-2089 9 6 


2 3 

)U RH 4 0 7 5 . Omg 

TWT-hn^xD-;)/ 0. lmg 

dixe.cD^JCD^-^O'fb-^. fc'<ktf-£*ie>©ggit;£8; 
l±. ^S^ai®2 2 2 2 7 7 OlC^-OESESJvTfc 

£. 


[01] iyS^!llT'#e)tl-2.'fb^-#5(7)I RX^? K;u 

[02] H^!ll'e ; ?#e>tt-2>'[b^CDNMRX^^ h 

[03] Hig^i|5-e^f ^tl-SYb-^JCONMRX-^tJ? h 


O 










876543210 


(5i)int.ci. s /frtSfa## f i 

C 1 2 P 21/02 A 8214-4B 

//(C 1 2 N 1/14 

C 1 2 R 1:645) 

(C 1 2 P 21/02 
C 1 2 R 1:645) 

C 0 7 K 99:00 


* (31)te5fclt±5g#-§- 9023971. 6 

■ (32)&5fc0 1990^11^5 0 

v (33)«Bfe^t±!SB -Y^'JX (GB) 

(31) ffi^feti±3S#-§- 9116836. 9 

(32) fiBfe0 1991^8^5 0 

-y^ux (gb) 

(72)%0#g- 

x-rX4059A-- 
»ah7-tl# 
(72)3§0J3^ Zf')*v7 • n—- 

;*—Xhy 72340* K'JV?. 

U Vdf;tfs/-fel7# 


(72)3g0#t 74 - 9 —' 

X'<X8044^-o.— U t. ^uy^ah?- 
•fe3# 

(72)fgB#& h7^-;i/ 

X-fX4052>'^—t/I/^sKxVA/l/^ 
20# 

(72)^# n-7> - 

X-TX4125y— 
i — ?45# 

(72)3gBE=& fihD- tK— y V*'— 

X-<X41037Ks/ h 5 'fy.&ytrJl' 

'>zl -fe56# 








